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PXR: Promiscuous Control of Gene Expression
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Crystal Structure of Human PXR Ligand Binding Domain
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Recognizing Drugs: Change Your Tune
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Don’t Pin Yourself Down: Using Loose Ends

Rifampicin
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PXR Forms 
a Novel 

Homodimer
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Molecular Dynamics
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New Avenues to Control PXR?
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PXR Antagonism via Ligand Binding Pocket

Xue et al. (2007).  Bioorg. Med. Chem., 15, 
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New Avenues to Control PXR?

PXR PXR

Drug Drug* Drug

>90% 
Destroyed

<10% 
Therapeutic

Effect

Therapeutic 
Effect

Therapeutic 
Effect

Avoid Antagonize

Via Lower Doses



Antifungal Drug Ketoconazole: 
Ligand-Dependent PXR Antagonist
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